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Abstract of JP90206S9 

PROBLEM TO BE SOLVED: To obtain the subject medicine expressed by a specific formula, having bot 
effects for reducing and treating aches related to inflammatory abdominal diseases, and useful for the 
therapy of myelopathy, bum, sunburn, rhematic disorders, etc. SOLUTION: This medicine of formula I 
[R<1> is Ar, a 3-7C cycloalkyl, a 4-8C cycloalkylalkyl; R<2> is Ar; R<1> and R<2> together form a group 
of formula II (R<6> , R<7> are each H, Hal, OH, etc.; D is CH2 , O, S, NH, etc.,); R<3> is H, OH, OA, A; 
R<4> is A, Hal, OH, OA, etc.; R<5> is OH, CH2 OH; A is a 1-7C alkyl; Ar is a mono- or di-cyclic aromatic 
atom group which may contain N, O, S and be substituted by one, two or three groups of A, Hal, OH, etc 
Hal is F, CI, Br, I]. But, N-methyl-N-[(1S)-1-phenyl-2-((3S)-3-hydroxypyrrolidin-1-yl)ethyl]-2,2- 
diphenylacetamide hydrochloride is excluded. 
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[ft** 1 1 -«:5£ I . ?t£t>*> 
HL 1 1 

A R' 

R 4 I 

(I) 

Rite, Ar, 3~-7m<DCm¥&m?Z>i<'9nT)l3r 

R*te, A rtfeO,, 
R»:fecfctf RUiS*— 
[ft 2 ] 




i 



R3te, H, OH, OA^fciiA^O, 

R^l A, SfcfiHa 1, OH, OA, C F 3 . NO,. 

NH 2 ,NHA, NHCOA. N H S 0 2 A SfcttN A 2 T 

R*te, OH, CH 2 OH"C*0, 
Rfi*5«tyR7W. ^n-PnSWCttaUT. H, Ha 
1, OH, OA, C F 3 . NH 2 . NHA, NA 2 . NHCO 
A, NHCONH 2 . N0 2 Sfctt^fl/>y**->t* 
0, 

Ate, i - 7 Bocgf^tnrj^mo, 

Arte, N, OSfcteSKi^SrjSfi:^** rt>^A, Ha 
1, OH, OA, CFj, NH 2 , NHA, NA 2 , NHC 
OA^J:y/^fcHNHCONH 2 T-S, ~S££te 

Dte, CH 2 >0, S, NH, NA, -CH r CH r , - 
CH = CH-, — C H 2 N H — , -CH 2 -NA-££te 

Ha 1 te, F, CI, Br £/tte I T£>£>] coi£i£4&T 
feot, N.-/^.;b-N- [ (IS) - 1 -7x-^- 



2- ( (3S) - 3- th'P*'>tfoUy>-l->f 

[»*3S2] St** Arte:7xX,il,T<&0, R*teH 
T?*0, Ate^^T**, 1 JCf2®^-^a: I 

[if5RJg3] R»teArT$>0, RiftArT* 

CW*3S4] R'te^xXJUTfeD, R2te^x 

-;UT*>0, R^7i-^T*0, RSteOHT&Q, 
Ate/^UT*** ft#« 1 iC|2«<D-jKS: I CDEgH 

est s ] i ~~ 4 co^rn^ i jhksb^e 

CS!#Jg6] N-*^-N- [ (IS) - l-7x 
2 - (OS) -3-tFD*>'lfP | Jy>-l 
;U) X^;H -2, 2-^7i^7th7^Ha 

m&m 7 ] &&&m&&nibmtotzib<Dft#& s 

£fcte6JSICge®<7>&/B. 

^te*<D&-86<7>|»** 5 £fcte 6 gticiemco&ffl . 
Cig^JS i 1 1 ffi&m i - 4 fc t>-oo(g^ 

«fc / * fc tt-ftst I (Dit &® ©yj.37<XH (g 
lycolizedm«S-*<D— -sSfcttN- *^;i;-N-- [ (1 
S) - 1 -7xZ/h 2- ( (3 S) -3-t h'D^y 
fcfO'J 1 --f;U) X^;H -2, 2->'7x^ 

T-t H7 = Fmm&z&^tezztz&mtTzmm 

MB*. 
[0 0 0 1 ] 

[0 0 0 2] 
[ft 3] 
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[it*, R'tt, Ar, 3-7(lGDClg^£WTft 

[0 0 0 3] 
[ft 4] 

-?£>9, R3te, H, OH. OA$fcttAT*0, R 

A. SfcttHaU OH, OA, CF 3v N0 2 ,N 
H 2 ,NHA, NHCOA, N H S 0 2 A S-fcttN A 2 Tig 

ntc-ssfcfi— sjttftsn»*7x=;uT*o, r 5 

te, OH, CH 2 OHTS0, R*:fc<fctfR 7 te, -ttl* 
nSlWIttALT, H, Hal, OH, OA, CF 3 ,N 
H 2 , N H A , NA 2 . NHCOA, NHCONH 2 ,N0 2 
£.rz\t*Ti<>i?*lr>>-?$>0* Ate, l-7f@C0CIg 
=¥-&t\TZ>7)\>*r)V'Q$>*)* ArU N, OStliSR 
TSrigSl^^, ^OA, Hal, OH, OA, CF 3 ,N 
H 2 , NHA, NA 2 , NHCO A*5cfc tf/£/iteN H C 
ONH 2 T-S, rSifctt = ii»Sn»4»tfctt 
-SB^^S3KH^HT*0, Dte, CH 2 . O, S, N 
H, NA, -CH r CH r , -CH = CH-, - C H 2 
NH-, -CH 2 -NA-^/:^TfcO, Ha 1 H 
F, CI, Br £fctt I T&ft] cD'>fc< £ fc — ^c^ft: 

*itf/Sfctt*oyu n ->;Kt (glycosylated)^* 
[0 0 0 4] 

tf-etl ^> OliftRRSIi. iiDB D E4034785lZlB«^ 
&ft« 

[0 0 0 5] jftffittKBMsfcte. LtfLtfttlM*. Wft 
0, «tt. 2£>tZfcW;f>m%zLX* BtgCcaKBfcjEE 



(I) 

[0 0 0 6] «ffiWH6ffl^S<0lSHtt, **T*ft." t 
ICjgHf ft. a*ftiR*Stt45J:tf*ftiSttoftfl:Lfc 

Slices I^ft^flift^ACOBfoiklis Jctf H+- 

f&j»«te]f ffijo 2 4wmow::£t>T£firsn& out 

z, P.O. et a!.. Ann. Intern. Med.. 106, 593-597, 1 
987) . Mfta»tt3Sfitt©»BB^«*A(C4$^Tt>fi 

0D*£tKlCO^T?K£nf#ft (Fefer.L. et al., Gastroe 
nterology, 102, A447. 1992. gg^) „ 

[0007] m« <D&mt£&m* «*.tfwnB«o»s* 

ftilftft»<&ii&*te, (5i:A;t'0»& t 5S»S^cOiE» 
flllCfrftT&ftftt. Lt>8k#* tlO: 

n. 

[0 0 0 8] 

litt<?)lfflIO)«&l:H »<BJMte&P?tfIE#{bTft 

[0 0 0 9] 

[0 0 10] 
[ft: 5] 
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A R 
R 4 > 

[it<K R»«, Ar, 3- 7<SCDC^^^T^>'^ 

^T^^UT&O, R2tt- ArT*0, R R 

[0011] 
[<fc6] 




T*0. R 3 te» H, OH. OA*fcttAt*0. R 
4fi % A. SfcttH a 1 , OH, OA, C F 3 . N0 2 . N 
H 2 , NHA, NHCOA, N H S O z A SfcttN A 2 Ti8 
tC-i*ttt-H»Sh»S7x-mo, R 5 
tt* OH, CH 2 OHT*0. R«*5J:tfR7tt. -tft-f 
flS^fCffi&LT, H, Hal, OH, OA, CF 3 , N 
H 2 . N H A , N A 2 . NHCOA, NHCONH 2 ,N0 2 
Sfctt^U^^+^T&O. Ate, 1-7(@<£>C0K 
f^ft-57^*JI/T*0, Arte, N, OSfc^SE 
^Sriga^^, rt^A, Hal, OH, OA, C F 3 . N 
H 2 . NHA, NA 2 , NHCOAM^/SfcttNHC 

o NHjT-fi, rfi*fctt=S«*sn»*#*fctt 

naiXjySSJeRC^BBTftO, Dte, CH 2 . O, S, N 
H, NA. -CH 2 -CH r , -CH = CH-, -CH 2 
NH-, -CH r NA-^fcH{S&T'feO, Ha Hi, 
F, CI, B r I T*£>>5] <£>'>fc< <fct>— 3<Dft 

iOC-fiitl [it*, Artt7zrm0. R 
3teHT&0, fLTAfi/fra*] <D{t&mtft 

s lea g tt ft & T- * * c t ^ a tB s tifc, 

T*0, Ri^ctffRWft^ArtiSW&T* 

i. R243c£tfR W7x- ^t*o, A^^^;u-e$>o, 

[0 0 12] *fB91te> dOct^lC^^ttMSB^S^te 
i?Ofc#co[£3£423£ LT<0— Kit I O{t&«f0)ffifflJCttl 



(I) 

[0013] axo;v>- 

OtefflClBI-tSo *fe^te£bK:, W&&Jg&OteSe<£> 

[0 0 14] ±22Lfccfc^lI, I^^c7)>ffiii(7D-jgS:^:^ 
T*fl:&**5«t^*tl^^*Hffi9<* : tt* iif^D E4034 

[0 0 15] -Sxt I <Ofl:&4fc:fc«fctf£3i^ftlc^IgL 

[0 0 16] *«WfcJ:^ft&«itt. v^zsfctt^ 

r^B3££S*J (^ffiteSiegmund et al.. Pro 
c. Soc. Exp. Biol., 95. 729-731. 1957&#JH$ftfc 

rSSttr^fiOiiUftJ CfrteHO^Tted* Amour and Sra 
ith. J. Pharmacol. Exp. Ther.. 72. 74-79. 1941 £:# 
RStl&tO SfclC r^'yhyu-h^j (Schmauss 

and Yaksh. J. Pharmacol. Exp. Ther.. 228. 1-12. 1 
9844D < t^CT^^Iffl5tiK ; £#S,anAc^) iC&^T. 

St^x;HC*5tt^-7-y ^ffl^tiSfSn^ (Barloszy 
k and Wild. Neuroscience Letters. j_0L 95. 1989£: 

#b§) . :ni:il, ft^teteS^fl^^ttfe^ 
[0017] fta^T, sao^ffitc<fc-?TfTt>ns*fie 
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[0 0 18] WttflMPfflX** 

[0 0 1 9] ±E©Ki*W8ttOfc»i:. Ctl^ft^ 
3R^Of&* IC *5 H T <h < \ZM L T H * C £ ^SE^ * tl 

fb&»«r*tr*SttlBanB«a)»*lwJ:-3TS b ICS* 

[0 0 2 1] -»iioft&*n Utf-^tt 

[0 0 2 2] CdTEifi-rs±aJ6lli«^*5«r*T. t< 
(C, N- /^;U-N- [ (IS) — I -7iZ iU- 2 - 
( ( 3 S ) - 3- t Ko + '>hfD'Jy>- 1 - X 

M«T' £ C t &W b II ft o fc. 

[0 0 2 3] JJDAT* *«'W<&ft&tt*>«&tt. 
ifid^jftLjKIBHPTSrjfljiT^ft^c: Ljt 

[0 0 2 4] 



S^ffi^lC-T ^> C £ JCct o T*«H»«W£SK: ffl > 
5CWf5. d^ct^lCUTff^n^i^St^^, k 

IHK^UisU >45itX«OB«S»yu-fcU h\ if 5^ 
[0 0 2 5] «PW«a#ICttt<ICl6JB., ttffi&3L * 

miztemm&m^zti* #ms»w«#k fix 

[0026] *«WK:J:-3T»fFll*snfeffittfl:&« 

[0 0 2 7] ±ElHH«tt. «S***Jfi£T. f lt/^ 

[0 0 2 8] *58«PJ0>— «St I a>{t&«tt. *MM»3RL 

4ft^ fiFSL<ttfflt#ttS0fil-5 0mg, t 
<i:5-v30mgT*5. BfflKte* U < 0 . 
0 2-2 0mg/kgM, £<\Z0. 2 — 0. 4 mg 
/k g#lT*5. 

[0029] l**u ^n^nn^(7)£#(7)i#^coffla 

[0 0 3 0] KT^HSEW^cfcoT, ^^e/j^j: kj ^ 
[0 0 3 1] KTl3*3t^TffliSttr^TffiR: CC) Tl 

■r. 

[0 0 3 2] 
C^«S0iJ] 

[Hfl6« 1 ] 

N-^^l-N- T (IS) -l-7iZ,)k2- 
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( (3S) - 3 -h Kn4^>fcfa'Js;>- 1 X 

-2, 2 -z^y^-JlTii hT $ H, 
22gCD (2S) -2-N-^mi/Xf;l/-2-7 
x-;pyu ->>-N, N- [ (3S) - 3- bHD + y 
fh7^^7^ H] $H3I(:5 0 0mi(?)8I§Si: 
AtlTl 5 0ml (DT-h^t FD77>* IC^/ST^o 

15 0ml cDt- h Kn7^>:fccfct£ 
2 4.1 & <Dmt¥7 aL-JlT-t^frfr^teZmW.* 1 
0-2 0t:TlBF B WniTLT*DA5. ttLVSifrWib 

IT, 3 9 g<Dfi£f£$&#f# :tl^2 5 0m 

[0 0 3 3] IK1: 33g (SI&gCD 7 3 . 2%) 
European J. of Pharmacology. 271, 245-251. 199 

[0034] mm^mftti y/*-ftmm(D*:mwi&mii 

^Co^tig^fc, Z.(Dm&)V>rz£>lZ, £g&T 1 4j®(£> 
^ffSSSjJi (?^8f@teC8U£ (Ig«tt) T*>9. 

[0 0 3 5] II^M^, MJrhD^/f/Xil. 

[0 0 3 6] N- [ (IS) - l- 7i- 
;U-2- ( (3 S) -3-tFD^yeo'Jy>- 1- 

-2. 2 -y7xZJl.7t h7 = Hifefe 
&0*tNg%^Ofl^£* 0*];U£, figqSJt&ftffflCf 20 
4.488<Z){^ffl£i£i|£L/c<, N-Z-t^-N- [ (IS) 
- I -7i-ih 2 - ( ( 3 S ) -3-tHD + ->to 
•J^>-l-<;U) X^;U] -2, 2 - y'7xr^7t 

ttil3 2mg/kg<DS^8i:7 5. 4 %$m£tl 
fc. *^€:^-r^A88l3*5^Tti, :of^i:ctoT9 
9. 8 %0^ffl^HKK(z|SS : ^n^o N - / — N — 
[ (IS) - l - 7iZJb- 2 - ( (3S) -3-t F 
D + ->eDUy>-l->fW X^;U] -2. 2— >'7 

xz;P7t K»8ttOED 30 lllt 
|l;*^Tl3±4mg/kgT*9t. ZftlZtfL 
T\ ICI 204,488T«. i!2mg/kg.0)MST 



[0 0 3 7] Lfcj&bt, N-^^-n- [ (IS) 
- 1 -7x-;b- 2 - ( (3 S) - + 

wy- i — r;u) x^;u] - 2, 2-y7xr;b7t 

ICI 204 t 488«cneS«tflCf^fflL^:^ o 

[0 0 3 8] ^t^hssct^ Ksons«fzBsr&. 

10 0 gO— 885* I ©etefc&fclScfctf 5 gOU >K7k 

^z:^- h y ->A(D3 u y h;KoS^®*iSiR^2 Ntm. 

tpH6. SKHfiLT* 81S»LT^b, iSWiKffl 

2 o g j&s: i (Dmmt^m** ioog <d^h. u > 

^>*5j;tf 1 4 0 0 g©***A^ — tjB&m^BUT, 

1 g^-fi^KOgttfc&tl, 9. 3 8g<73NaH 2 PO 
4 -2H 2 0, 2 8. 4 8 g<Z)Na 2 H P0 4 - 1 2 H 2 0£ 
cfctf 0. 1 g^tftffc^>1f;P3X«>A«:9 4 0m I COS 
aga*JCJS^LTjg«E«rmKT^. *£?££pH6. 8 \Z 

sbselt, i y* h;n:Lt, Bga*«M*r*. 

[**«D] r&Sf 

5 0 Omg^jSS I OSttffc^ifeS: 9 9. 5 gco^ h 

tmmmEi -.mm 

1 k go— »sc i oettit^*. 4 k g 1. 2 

kg'^rhBR, 0. 2 k g $>*JP ^ *5cfctf 0 . Ik 
feSfllCJEISLT. ftttSU^ 1 OmgCDSttft^tt^r^ty 
[**«F] 

[3SJSWG] : ^ry-tr;U 

2 k gCD-&5t I Of£ttft£«3£> &*7'tW2 0m 

gOSilft^^^^tTctotca^o^rffi-cr/N- h'-fcf^^- 

[ifeifiWH] : T>V)l 

1 k gCD— I 6 0 U 7 KJl/^Sia 

ttl Omg^gttft&tt^SO. 
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